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Solid-phase synthesis
• A ‘one pot’ route to benzimidazoles that depends on key nitro reduction and
cyclisation steps has been described and used to prepare a library of 25 products
(Wu et al., Tetrahedron Lett., 2000, 41(50), 9871-9874).
• Benzylic bromides have been prepared on solid-phase from the corresponding
alcohols by a bromination under neutral conditions (Zoller et al., Tetrahedron
Lett., 2000, 41(51), 9985-9988).
• Cyclic disulphides have been prepared on solid-phase by a cyclo-release reaction
(Zoller et al., Tetrahedron Lett., 2000, 41(51), 9989-9992).
• Pictet-Spengler cyclisation has been used in a solid-phase reaction to generate
conformationally constrained tripeptides and oxytocin antagonist analogues (Tóth
et al., Tetrahedron Lett., 2000, 41(51), 10095-10098).
• The multi-component boronic Mannich reaction has been investigated where each
of the three components, aryl boronic acid, aldehyde and secondary amine, have
each in turn been attached to Wang polystyrene solid-phase support (Schlienger et
al., Tetrahedron, 2000, 56(51), 10023-10030).
• Ally ethers have been readily cleaved on solid-phase using a palladium(0)-catalysed
allyl transfer reaction (Opatz and Kunz, Tetrahedron Lett., 2000, 41(52), 10185-
10188).
Novel resins and linkers
• BINOL and substituted BINOLs have been tethered to polystyrene resins and used
for heterogeneous asymmetric catalysis of the addition of diethylzinc to aryl
aldehydes (Lipshutz and Shin, Tetrahedron Lett., 2000, 41(49), 9515-9521).
Library applications
• The solid-phase synthesis of 2,3-disubstituted indoles has been applied to the
discovery of novel, high-affinity and selective h5-HT2A antagonists (Smith et al.,
Bioorg. Med. Chem. Lett., 2000, 10(24), 2693-2696).
• New fluorescent sensors for nanomolar levels of aqueous copper ions have been
developed by screening libraries of potential metal ligands (Singh et al.,
Tetrahedron Lett., 2000, 41(49), 9601-9605).
• The in vitro antifungal activity of novel 4-substituted imidazoles has been
optimised by solid-phase parallel synthesis (Saha et al., Bioorg. Med. Chem. Lett.,
2000, 10(24), 2735-2739).
• A convenient procedure for the synthesis of nonsymmetrical bivalent selective
serotonin reuptake inhibitors has been described using solid-phase reagents (Tamiz
et al., Bioorg. Med. Chem. Lett., 2000, 10(24), 2741-2743).
• A solid-phase route has been used for the synthesis of a library of 80 analogues of
the antibacterial compounds mureidomycin (Bozzoli et al., Bioorg. Med. Chem.
Lett., 2000, 10(24), 2759-2763).
• A library of 100 α-ketoamides has been prepared by parallel solution-phase Ugi
chemistry in the search for potent cysteine protease inhibitors (Nakamura et al.,
Bioorg. Med. Chem. Lett., 2000, 10(24), 2807-2810).
• Dynamic combinatorial libraries of substituted deoxycholic acid derivatives
containing pyridine and dimethylamine have been prepared in the search for novel
alkali metal chelators (Lukeman and Sanders, Tetrahedron Lett., 2000, 41(52),
10171-10174).
